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AB . . . carcinogenesis in human chemoprevention trials with premalignant 
end-points (sputum atypia, bronchial metaplasia). In trials with lung 
cancer end-points, administration of * * *retinoids* * * either was 

** * ineffective*** or, in the case of beta-carotene, led to greater lung 
cancer incidence and mortality. In view of these findings, markers. . . 
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AB . . . mol/L decreased the number of mast cells grown in SCF, whereas an 
RXR-selective agonist at up to 10(-8) mol/L was ***inactive*** . Among 
RAR subtype selective * * Retinoids* * * used at 1 0(-9) mol/L to 1 0(-7) 
mol/L, only the RARalpha agonist was equivalent to ATRA at 1 0(-7) mol/L in 
its. . . 
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AB . . . carcinoma cell lines after treatment with AHPN. This increase was 
specific for AHPN because retinoic acid, a retinoic acid 
receptor-selective ***retinoid*** , and an ***retinoid*** X 
receptor-selective ***retinoid*** were ** ineffective*** . These 
results suggest that this action of AHPN involves a novel mechanism that 
is independent of the nuclear retinoid receptors.. . . 
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Entered Medline: 19990330 
AB . . . inhibited APL cell proliferation. SRI 1302 (Retinoid A), with 

reported anti-AP-1 activity and no activation of RARs and RXR and SRI 1363 
( * * ""Retinoid* * * B), which selectively activated RARbeta and gamma, 
were * * * inactive* * * . The clonal proliferation of both HL-60 and NB4 
cells that were pulse-exposed to 10(-9) mol/L ATRA, SRI 1276, SRI 1278, or 
SRI 1345. . . 
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AB . . . =0.52). As the ml mutation might define a marker for alterations 
on regulatory sites, the biological efficacy of natural * * * retinoids* * * 
could be greatly impaired by their rapid metabolism to ***inactive*** 
compounds. The resulting deficit of active natural * * Retinoids* * * may 
lead to abnormal sebocyte differentiation and hyperkeratinization of the 
follicular canal implicating the development of acne in some patients. 
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AB . . . not activate transcription-mediated RARalpha homodimers, even 
though it was effective in RARbeta- and RARgamma-mediated 
transactivational assays. In APL assays, this * * Retinoid* * * had much 
* * *reduced* * * * * *activity* * * and was only moderately effective in 
JMML assays and in cancer chemoprevention assays. 
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AB . . . = 0.52). As the ml mutation might define a marker for alterations 
on regulatory sites, the biological efficacy of natural * * Retinoids* * * 
could be greatly impaired by their rapid metabolism to ***inactive*** 
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compounds. The resulting deficit of active natural * * Retinoids* * * may 
lead to abnormal sebocyte differentiation and hyperkeratinization of the 
follicular canal implicating the development of acne in some patients. 
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AB . . . of 10 nM order. The retinoidal activities of the thiazolidines 
are significant, considering that replacement of the carboxylic acid in 

***retinoid*** structures with bioisosteric functional groups is 
generally ***ineffective*** , as seen in the structure-activity 
relationships of retinoidal benzoic acids. 
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AB . . . retinoids was low (IC50, > 1 microM), except for CD437, which was 
very potent (IC50, 0.1-0.5 microM). The six RXR-selective 

** Retinoids*** were mostly ***inactive*** even at 10 microM. 
However, combinations of RAR-selective and RXR-selective * * Retinoids* * * 
exhibited additive effects. There appeared to be no simple correlation 
among the histological type of the NSCLC (adeno- or squamous),. . . 
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AB . . . tazarotenic acid, which is rapidly eliminated in animal species. 

Tazarotene selectively transactivates RAR beta and RAR gamma subtypes and 
is ** "Inactive*** at ***retinoid*** X receptors (RXRs). This 
receptor selectivity could contribute to an optimized therapeutic index. 
Tazarotene has low systemic absorption after topical. . . 
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AB . . . after treatment of the large majority of patients with limited, 
mild to moderate psoriasis is not presently available. Previous topical 

* * ^retinoids* * * have generally been either * * * ineffective* * * or too 
irritating for therapy of psoriasis. OBJECTIVE: Our purpose was to 
evaluate a new topical retinoid, tazarotene, in the. . . 
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AB . . . resulted in a large increase in cell-cell adhesive strength and 
stimulated the formation of fused cell aggregates in Matrigel. A 

* * *retinoid* * * X receptor-specific ligand was * * * ineffective* * * . 
Exposure of cells to 9-cis-RA for as little as 4 h was sufficient to 
maintain the adhesive phenotype for at. . . 
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AB ... All eight active retinoids tested induced a concentration- 
dependent CRABP II mRNA response in the fibroblast assay. In contrast, one 
known * * * inactive* * * * * * retinoid* * * (meta-carboxy TTNPB), 
differing from the active form only in the position of the carboxyl 
substituent, failed to evoke a response.. . . 
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AB . . . that RAR- and RARalpha-selective retinoids were able to induce 
growth arrest, granulocytic differentiation, and type II TGase, whereas 
the RXR-selective ** Retinoid*** SRI 1217 was ** inactive*** . 
Moreover, an RAR alpha-antagonist completely inhibited the expression of 
type II TGase and CD 18 induced by these selective retinoids in. . . 
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AB * * *Retinoids* * * derived from retinol or beta-carotene are 

** * inactivated*** , among other ways, by enzymes belonging to the P450 
cytochrome group. Liarozole, an imidazole-containing compound, is known to 
be a. . . 



L4 ANSWER 64 OF 141 MEDLINE 

AN 96079241 MEDLINE 

DN 96079241 PubMed ID: 8583361 

TI In- vivo activity of retinoid esters in skin is related to in- vitro 
hydrolysis rate. 

AU Chen S; Darling I M; Yu K L; Starrett J E Jr; Mansuri M M; Whiting G; 
Tramposch K M 



SO JOURNAL OF PHARMACY AND PHARMACOLOGY, ( 1 995 Aug) 47 (8) 626-3 1 . 
Journal code: JNR; 0376363. ISSN: 0022-3573. 



AB BMS- 181163 (4-acetamidophenyl retinoate, previously reported as 
BMY-30123), the acetamidophenyl ester of all-trans-retinoic acid (tRA), is 
topically active in various ***retinoid*** -sensitive animal models, 
but was recently shown to be * ** ineffective* * * for the treatment of 
acne in patients. To determine whether BMS-181 163 functions as a prodrug 
oftRAinmicebut. . . acid; CD-271: 6-[3-(l-adamantyl)-4- 
methyoxyphenyl]-2-naphthoic acid; and TTNPB: (E)-4-[2-(5,6,7,8-tetrahydro- 
5,5,8,8-tetramethyl-2-naphthalenyl)-l- propenyl] benzoic acid) was 
prepared and hydrolysis rates and in- vivo (rhino mouse utriculi 

** deduction*** ) ***activities*** were compared. The hydrolysis 
rates of the six test * * *retinoid* * * phenyl esters, ranging from 0.06 
to 2.0 h-1 were found to correlate with the in-vivo activity. Those esters 
(BMS-181 163 and. . . 



